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IN THE UNITE D STATES PATENT AND TR ADEMARK OFFICE 


Applicants; Craig et al. 
Serial No.: 

Filed:. . April 23, 1999. 

For: ! Novel Compound 

Assistant Commissioner for Patents 
Washington, D.C. 20231 


April 23, 1999 
■ Group Art Unit No.: 
Examiner 


PRELIMINARY AMENDMENT UNDER 37 C.F.R. $1.1 15 


Sir: 

Applicants respectfully request that the following amendments and remarks be 
made of record prior to examination of the above-cited application. 


In the Claims: 

Please caaf6el claims 1 to 39 and aelcl claims 40-75 as follows: 


40. Paroxetine methanesulfonate. 


41. A compound according to claim 40 in non-crystalline form. 


42. A 

43. A 
characteristic 
and/or the fo] 
21,5, 22.0, 22 

44. 



ording to claim 40 in crystalline form. 

according to claim 42 having inter alia the following 
1603, 1513, 1 194, 1045, 946, 830, 776, 601, 554, and 539 ± 4 cm-1.; 
IsticXRD peaks: 8.3, 10.5, 15.6, 16.3, 17.7, 18.2, 19.8, 20.4, 
.0, 25.3, 25.8, 26.6, 30.0, 30.2, and 31.6 ±0.2 degrees 2 theta. 

;s for the preparation of a compound as claimed in claim 40 by 


precipitation Mn a solution of a paroxetine methanesulfonate, spray drying or freeze drying 
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a solution of a paroxetine methanesulfonate, evaporating a solution of a paroxetine 
methanesulfonate to a glass, or by vacuum dryirig of oils of a paroxetine methanesulfonate, or 
solidification of melts of a paroxetine methanesulfonate. 

45. A process for the preparation of a compound as claimed in claim 42 selected 
from the group consisting of crystallization or re-crystallization from a solution of a 
paroxetine methanesulfonate in a solvent! 

46. A process according to (fclaim 44 in which the solution, oil or melt of a 
paroxetine methanesulfonate is prepared by chemical modification of a precursor paroxetine 
methanesulfonate salt 

47. A process according to claim 44 in which the solution, oil or melt of a 
paroxetine methanesulfonate is prepared by treating paroxetine free base or a labile derivative 
thereof with methanesulfonic acifi OTAJabile derivative thereof. 

48. . A process acpfaping to claim 47 in which the paroxetine free base or a labile 
derivative thereof is provided In situ from a preceding reaction step in which the paroxetine 
free base, or a labile ddrivativp thereof, has been formed. 

49. A process according to claim 47 in which the labile derivative of paroxetine 
free base is an organic acidMlt thereof and the labile derivative of methanesulfonic acid is an 
ammonium or am/ne salt tft&r^of. 

50. A process accord^fe to claim 44 in which the solution, oil or melt of a 
paroxetine methMesulfomate^s prepared by deprotecting an acid-labile protected paroxetine 
precursor with melhanesWfbnic acid. 


51. A process according to claim 45 in which the solvent comprises an aromatic 
hydrocarbon, water! aid alcohol, an ester, a ketone, an amide, a heterocyclic amine, a 
halogenated hydrocalMon, a nitrile, an ether or a mixture thereof. 
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52. A process according to clUm 5 1 in which the solvent comprises toluene, an 
alcohol, an ester, a ketone, a halogenatedjhydrocarbon, a nitrile, or an ether, optionally in 
admixture with water, an ether, or a lbwir alcohol, or mixtures thereof. 

53. A process according to ciaim 45 in which the solvent forms an azeotropc with 
water and prior to isolation of the predict water is removed by azeotropic distillation. 

54. A process according taf claim 45 in which the crystallisation is promoted by 
inclusion of an anti-solvent to the solvent. 


55. A process according/to clairfsTInfyhich the anti-solvent is an ether 


or 


hexane. 


56. A process acpordi/g to claim'45/in which the crystallisation is conducted at 
elevated temperature followed by controUeiLcooling. 

57. A pro/^s accorffing to/laim 45 in which crystallisation is induced by the 
addition of a seed crystal. 

58. Atorocess acting to c/aim 45 in which crystallisation is conducted without 
the addition of a/seed i 


59. 

and a pharmacei i 


•harmaceJtipal composition comprising a compound according to claim 40 
tically acceptable carrier. 


60. • A ^pmpospon according to claim 59 in which the carrier comprises a 
disintegrant. 

61. A composition according to claim 59 in which the carrier comprises a binder. 


62. A composition according to claim 59 in which the carrier comprises a 
colouring agent 
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63. A composition according to claim 59 hj which the carrier comprises a 
flavouring agent 

64. A composition according to claim sj in which the carrier comprises a 
preservative. 

65. A composition according to claim 59 adapted for oral administration, 

66. A composition according to claifo 65 which is a tablet or capsule. 
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67. A composition according to c/aim 66 which is a modified oval shaped tablet 

68. A composition according to 7 claim 59 comprising 1 to 200mg of active 
ingredient, calculated on a free base basis 

69. A method for treating>ayd/oJ preventing any one or more of the Disorders by 
adrninistering an effective and/o/prop^yl^tic amount of a compound according to claims 40 
to a sufferer in need thereof. 


1 solvate of n^feejan^fljethanesulfonate with acetonitrile. 


•TfT A procesj for prej^aring paroxetine hydrochloride by converting paroxetine 
methanesulfonate. 

72. A pack ccwtainnlg^pharmaceutical composition according to claim 59. 


73. A compourM according to claim 42 substantially as described in Example 2. 

74. A process acxijrding to claim 73 substantially as described in Examples 5 1 . 


75. A composition according to claim 59 substantially as described in Example 54. 


Serial No.: Not Yet Assign ' 

Group Art Unit No.: Not Yet Assigned 


REMARKS 

The amendment presented above has been introduced in order to correct and eliminate 
multiple dependencies and comply with the proper U.S. claim format. 
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SMTTHKUNE BEECHAM CORPORATION 
Corporate Intellectual Property - UW2220 
P.O. Box 1539 

King of Prussia, PA 19406-0939 
Phone (610) 270-5023 
Facsimile (610) 270-5090 
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Respectfully submitted, 


Wayne J. Dustman 
Attorney for Applicants 
Registration No. 33,870 
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